FILE COVERS 1907 - 12 Mar 2003 VOL 138 ISS 11 
PILE LAST UPDATED: 11 Mar 2003 (20030311/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> s us 6482848/pn 
Ll 3 US 6482848/PN 

(US6482848/PN) 

= > s 11 

L2 3 US 648284 8/PN 

(US6482848/PN) 

=> select 11 

ENTER ANSWER NUMBER OR RANGE (1-) :3 
ENTER DISPLAY CODE (TI) OR ? : rn 
El THROUGH E37 ASSIGNED 

=> file reg 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

FILE 1 REGISTRY 1 ENTERED AT 11:13:46 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS 11 FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 
DICTIONARY FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 

TSCA INFORMATION NOW CURRENT THROUGH MAY 20, 2002 

Please note that search- term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http://www.cas . org/ONLINE/STN/STNOTES/stnotes27 .pdf 

=> s el-e31 

1 106-89-8/BI 

(106-89-8/RN) 
1 108-49-6/BI 

(108-49-6/RN) 
1 109-01-3/BI 

(109-01-3/RN) 
1 111-95-5/BI 

(111-95-5/RN) 
1 123-75-1/BI 

(123-75-1/RN) 



SINCE FILE TOTAL 
ENTRY SESSION 
5.20 5.41 
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1 147-85-3/BI 

(147-65-3/RN) 
1 15285-59-3/BI 

(15285-59-3/RN) 
1 1892-57-5/BI 

(1892-57-5/RN) 
1 2199-51-l/BI 

(2199-51-l/RN) 
1 2199-59-9/BI 

(2199-59-9/RN) 
1 253870-02-9/BI 

(253870-02-9/RN) 
1 2917-91-l/BI 

(2917-91-l/RN) 
1 326914-13-0/BI 

(326914-13-0/RN) 
1 356068-86-5/BI 

(356068-86-5/RN) 
1 356068-89-8/BI 

(356068-89-8/RN) 
1 372092-80-3/BI 

(372092-80-3/RN) 
1 375387-20-5/BI 

(375387-20-5/RN) 
1 375798-45-1/BI 

(375798-45-l/RN) 
1 375798-46-2/BI 

(375798-46-2/RN) 
1 375798-47-3/BI 

(375798-47-3/RN) 
1 375798-48-4/BI 

(375798-48-4/RN) 
1 37579B-49-5/BI 

(375798-49-5/RN) 
1 375798-50-8/BI 

(375798-50-8/RN) 
1 375798-51-9/BI 

(375798-51-9/RN) 
1 375798-52-0/BI 

(375798-52-0/RN) 
1 375798-53-1/BI 

(375798-53-l/RN) 
1 375798-54-2/BI 

(375798-54-2/RN) 
1 375798-55-3/BI 

(375798-55-3/RN) 
1 443-69-6/BI 

(443-69-6/RN) 
1 498-63-5/BI 

(498-63-5/RN) 
1 56341-41-4/BI 

(56341-41-4/RN) 

L3 31 (106-89-8/BI OR 108-49-6/BI OR 109-01-3/BI OR 111-95-5/BI OR 

123-75-1/BI OR 147-85-3/BI OR 15285 -59- 3/BI OR 1892-57-5/BI OR 
2199-51-1/BI OR 2199-59-9/BI OR 253 870-02 - 9/BI OR 2917-91-l/BI 
OR 326914-13-0/BI OR 356068 -86 -5/BI OR 356068-89-B/BI OR 372092- 
80-3/BI OR 375387-20-5/BI OR 375798-45-l/BI OR 375798 -46-2/BI 
OR 375798-47-3/BI OR 3 75798 -48 -4/BI OR 3 75798-49- 5/BI OR 375798- 
50-8/BI OR 375798-51-9/BI OR 3 75798-52-0/BI OR 375798 -53 -l/BI 
OR 375798-54-2/BI OR 3 75798-55-3/BI OR 443-69-6/BI OR 498-63-5/B 
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I OR 56341-41-4/BI) 

=> d scan 
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REGISTRY CO rY RIGHT 300) ACS 

IK a-Ptep«aol, l-chloro-l-|diethyl»aiao) - fftCI. 7*1. »Cl. 
KF CT Hit Cl N 0 



31 ANSWERS RtGirrHY COPYRIGHT 1001 ACS 

JH-Itxlol-3-on«, 3-(0,B-dinftcbyl-lK<prrrol-2-yl)Bctbylen*)-l,]-dihydro-l- 
f|3-(EethoxyBethyl»-l-pyrrolidioyl)iMthyl)-. DIJ - («C1) 

cm to? m oa 

ad geooatry •» thcnm. 



el «a- c«- chj- «c 3 

** property data available :h tkb -prcp* roAiuf- 

HOW KAKY MU ANSWERS DO TOO WISH TO SCAN? llh)0 




•PROPERTY DATA AVAILABLE IN THE * POOP ' PORHAT" 



U 11 ANSWERS REGISTRY COPYRIGHT 3003 ACS 
IN L -Proline <»CI) 
MP CtHMOa 
CI COH 

Absolute i t a reoc hernia try. Raratioa <->. 



•PROPERTY DATA AVAILABLE IN THE ' PROP' FORMAT • ' 



U 31 ANSWERS REGISTRY COPYRIGHT 2003 ACS 

IN Ocmenaocctic acid, 3 - •anno- 5 - Cluoro- , hydr««ide <9CI) 

«p ct mo r m o 



^CHa-C-NH-KHa 



•PROPERTY DATA AVAILABLE IM THE * PROP ' FORMAT* • 
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L3 21 ANSWERS REGISTRY COPYRIGHT 200) ACS 

IK IK-IndolO-CD.. >-Ill.5-dioethyl-lM-pyrrol-2-yna««>yl««|-l.J-<llhr«»ro-l- 

{bydnwyrMthyll-. IU)- l»Ci I 
up citj NIC mi oa 

nd g*oatttry »• thovn. 



u >i ajuvws woiftui conrmeHT soo act 

IK 1H- Pyrrole- J crboxyllc »eid, S-fermyl 4 .dlaechyl - . «thyl Oter |9Cl) 
nt CtO Hll N OS 




H 

•^✓"v^Mi 

M 
~ r 0 



■PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



•PROPERTY DATA AVAILABLE Id THE * PROP' FORMAT" 



Li 31 ANSWERS REGISTRY COPYRIGHT 2B03 ACS 

lit RH-Indol-2-one. 3-1 (3.$-dirMthyl-lH-pyrrol-a-yl)*ethylencl -I. 3-dihydro-l- 

IU-hydroxy-l-pyrrolidinyl)in*chyl)-. <3Z>- (»C1) 
KF C20 K23 N3 OS 

DoubU bond geometry «• «hown. 




L3 31 ANSWERS REGISTRY COPYRIGHT 2003 ACS 

IN Ethinamine. 2-oethoxy-N- <2-methoxyethyl| - (9CI1 

HP CC HIS N 02 

CI COM 



KeO- CH 2 - CH 3 - HH- CHj- CHa~ OMo 



** PROPERTY OATA AVAILABLE IN THE 'PROP- FORMAT* 



•PROPERTY OATA AVAILABLE IN THS 'PROP* FORMAT** 



r 
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13 31 AtfSVZBS RBCISTRY COPYRIGHT 3003 ACS 

10 lH-jyrroU-J-c.rtjoxaaidt. M- [a- Idlethylsaiao) ethyl J -S- t Ul - IS-f luoro 

dihydroO-o»-lH-lndol -l-ylld*Mj«*thylJ - 3 . 4 .dicacbyl- <»CI > 
MP CJ3 H3-J P W4 03 
CI COM 

Double bond geometry shown. 




••PROPERTY DATA AVAILABLE [|l THE * PROP' FORMAT- 



U 31 AMCHSRS PJECtfTKY COPYRIGHT 300) ACS 

III m-IndolO-eno. l.Ubi»Ca-oethoxy«thyl)«ttinoJottlnfl)-J-I(J.$-dioethyl.lH 

pyrrol-J-yl)oethylefte)-l.3-dihydro-, (3X1- <»ci> 
M7 CJJ H29 HI 03 

Double bond geotMtry «• sham. 



h«o^| 




H 



• • PROPERTY DATA AVAILABLE XH TUB 'PROP* FORMAT* • 



L> 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS L3 31 ANSWERS REGISTRY COPYRIGHT 2003 ACS 

IH 1.3-Propanedi«raine. «• - (echylcarboniaildoyl* -N.H-diraathyl - (9CI ) IN 3H-Indol-3-one, 3- [ (3. S-dinxachyl - lH-pyrirol -a-yi) nechylene) -l. 9dihydro-l 

MP CB H17 tO [<4-«wtbyl-l-pip«r»»inyl>««thyll -, (331- OCX) 

CI COM MP C31 H3C N4 O 

CI COM 




••PROPERTY DATA AVAILABLE IH THE 'PROP' P0RMAT* • 
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L3 31 ANSWERS REDfSTRY COPYRIGHT 3003 ACS 

IN Piper«iine. 3. « -diethyl- PCI, SCI. tCI) 

KF CC Bl« m 

CI CON 



H 



** PROPERTY DATA AVAI LABLE IN THE • PROP* fORNAV 



L3 )1 ANSWERS REGISTRY COPYRIGHT 30 03 ACS 
IV 3H-lndol-3-cn«. 5-fluoro-I.J-dihydre- <»Cll 
NT C# Hf f N o 



** PROPERTY DATA AVAILABLE IN THE 1 PROP' FORMAT** 



L3 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS L3 Jl ANSWERS REGISTRY COPYRIGHT 2003 ACS 

IN L-Prolinc, IN lH-Indol o • S , 3 -diooe , S- floor©- (9CI) 

l-[[(3Zt-3-{{3.6-dlm«ttiyl-lH- P yxn>L-a-yl)Mthyl«ii«}.a,3.dlhydro- MP C» Hi 9 N 03 

3-oxo-lH-lndol-l-yl]n*th/11- (SCI) 
MP C31 H33 N3 03 




* ■ PROPERTY DATA AVAILABLE IN TUB * PROP* FORMAT* • 
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registry coftrigwt 200 j acs 

Uuh (pbotptvoryUclng). protein (*CI> 
uaap«ciU*d 



• • structure diagram is hot available * 



REGISTRY COPYRIGHT 3003 ACS 
Ui- Pyrrol «-3~c*rtxutAoidB. N - (1 - (d 1 ethyl toirtol - 3 -hydroxypropyl }-S-t(I)-t$- 
flwro-l.a-<»ihvdr«-a-oxo-)H-iftdolO-yHdeiieJoethyl|-a.4-4ioetbyl- |»ci» 
*r o> Rat F M « 

□out) It bead grower? *• cbom. 




PROPERTY DATA AVAILABLE IN TUZ ' PROP ' FORMAT" 



LJ 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS 

IM Oxic.nem«th*o««lne. N.N-dlethyl- (»CIJ 

MP C7 H15 N O 

CI COM 



L3 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS 

IN 5H-Iftdol-3-on«, 3- t (J.S-dinetnyl-lH-pyrrol-a-yllncchylcne] -i, j-dihydco-l- 

(<3-methyJ.-l»pyrrolidinyl)«cthyl) -, ( 3S) - |»CI» 
hp cai HIS N3 o 

DoubU bond geometry shown. 



NEt 2 

PROPERTY DATA AVAILABLE IN THE ' PRO?' FORMAT" 




•PROPERTY DATA AVAILABLE IN THE ' PROP* FORMAT • ' 
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L3 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS 

IV Pyrrolidine (ICI. 1CII 

M7 C* Mi B 

ci com. rps 



b) 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS 
IN lH-Pyrirol«-3-C«rbax*»J.d«. 

H-12- Idlethy 1 cainol «U»y 1 J - » - to rwyl - 3 . • - d I *«hyl 
l»CI» 

M7 C14 K33 93 03 



N 



•PROPERTY DATA AVAILABLE IK THE • PROP* PORMAT" 



M« C-MH-CHa-CUj-WEta 



'PROPERTY DATA AVAILABLE III THR ' PROP* FORMAT" 



L3 31 ANSWERS REGISTRY COPYRIGHT 3003 ACS 

in Pyridlnlun. l- II (32) -3- 1 (3, S-di«*thyl -IH -pyrrol -3-yl ) methylene) -3 . 3 - 

dlhydro-3-exo-lH-indol-l-ylJawthyl]-. chloride (*CU 
HF C31 H30 M3 O . CI 

Double bond geooetry shown. 




H 



• ci- 



L3 31 AHSWERS REGISTRY COPYRIGHT 3003 ACS 

IH lH-Pyrrole-3-cerboxylic acid. 3, 4 -dimethyl-, ethyl eeter (sen 

K? C9 H13 N 03 

CI COM 




* • PROPERTY DATA AVAILABLE 1M THE 'PROP' PQRMAT** 
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U 31 AttSVCRS REGISTRY COPYRIGHT 3003 ACS , , , .„-„,,, , 

IN 3M-lndol-J-one. 3.C|j.$-dioetliyl-JH-pytrol-J-ylloeihyleo«J-i.3-dihydro-l- 

||4-oethyl-l'pip«r««lnyUoethyJJ-. dihydxocblorida. OtJ - ItCI) 
hp cji me m o . 3 cm 

Double bond jMMCry *• aho-a. 



REGISTRY COPYRIGHT 30O3 ACS 
Plpcraslna, J-aothyl- (ICI. »CI> 
CS M13 Ml 
COM 




T 

0 



TROPMTT CAT* AVAIIABLB IN TKB -PROP' FORMAT-' 



L3 31 AJTSVERS REGISTRY COPYRIGHT 2003 ACS 

IK lH-Pyrrola-3-carboxylie acid, S- fonryl -1. 4 -dimethyl- l»CI> 
HP CS Hf N OJ 



HOjC Ne 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* ' 



U 31 ANSWERS REGISTRY COPYRIGHT 2003 ACS 
IN 3H-lndol-2-on«, 

1- (0. 5 •dlMthyl-l-plporasinyl) Methyl] .3-1(3. s-diaethyl -1H- 

pyrrol - 3 -yl> methylene) -1, 3 -dihydro- . (3Z> - <9CI> 
MP C33 H3I N4 O 

Double bond geometry aa ■hown. 




••PROPERTY DATA AVAILABLE IM THE ' PROP' FORMAT' • 
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L3 11 AKSYKRS REGISTRY COPYRIGHT 3003 ACS 

IU 3.Pyrrolidln«aech*Qal UCX. TCI. 8CI. SCI) 

M7 CtWHO 

Ct COM 



U 11 ANSWERS REOISTTIY COPYRIGHT 3003 ACS 

in zn-indol-3-onc. j-|(3.5-diocthyl-iH-pr'rol-l-yl)Mtbyleiie)-l.3-dibydTo- 
II -pyrrol idinylotrbyli (iri- lien 

HT CIO H31 HD O 

Double bend g too* try *■ shown. 



•PROPERTY DATA AVAILABLE IB T*E ' PROP' FOR**!" 




•PROPERTY DATA AVAILABLE IN THE ' PROP' fOAHAT* 



31 ANSWERS REGISTRY COPYRIGHT 3D 03 ACS 
Oxir*n«, Icblormuthyil • (SCI) 
CT HS CI O 
COM 



CW a -Cl 

••PROPERTY DATA AVAILABLE IN THE * PROP ' FORMAT' 
ALL ANSWERS HAVE BEEN SCANNED 
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=> logoff 

ALL L# QUERIES AND ANSWER SETS ARE DELETED AT LOGOFF 
LOGOFF? (Y) /N/HOLD :y 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST °- 80 6 21 

STN INTERNATIONAL LOGOFF AT 11:14:55 ON 12 MAR 2003 
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NEWS 


43 


Feb 


13 


NEWS 


44 


Feb 


24 


NEWS 


45 


Feb 


24 


NEWS 


46 


Feb 


24 


NEWS 


47 


Feb 


26 


NEWS 


48 


Feb 


26 


NEWS 


49 


Mar 


04 



ENERGY, INSPEC 

CANCERLIT is no longer being updated 
METADEX enhancements 
PCTGEN now available on STN 
TEMA now available on STN 

NTIS now allows simultaneous left and right truncation 
PCTFULL now contains images 

SDI PACKAGE for monthly delivery of multifile SDI results 



NEWS EXPRESS 



NEWS HOURS 
NEWS INTER 
NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



January 6 CURRENT WINDOWS VERSION IS V6.01a, 

CURRENT MACINTOSH VERSION IS V6.0b(ENG) AND V6.0Jb(JP), 

AND CURRENT DISCOVER FILE IS DATED 01 OCTOBER 2002 

STN Operating Hours Plus Help Desk Availability 

General Internet Information 

Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 



FILE ' HOME 1 ENTERED AT 

=> FILE REG 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



11:27:04 ON 12 MAR 2003 



SINCE FILE TOTAL 
ENTRY SESSION 
0.21 0.21 



FILE 'REGISTRY 1 ENTERED AT 11:27:10 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 003 American Chemical Society (ACS) 

Property values tagged with IC are from the 2IC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 
DICTIONARY FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 

TSCA INFORMATION NOW CURRENT THROUGH MAY 20 # 2002 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
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http : //www. cas . org/ONLINE/STN/STNOTES/stnotes27 . pdf 
=> ....Testing the current file.... screen 
ENTER SCREEN EXPRESSION OR (END) :end 

=> 

Uploading C:\Program Files\Stnexp\Queries\10243942 . str 
LI STRUCTURE UPLOADED 

=> que LI 
L2 QUE LI 
=> S LI FULL 

FULL SEARCH INITIATED 11:33:33 FILE 'REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 3431 TO ITERATE 

100.0% PROCESSED 3431 ITERATIONS 0 ANSWERS 

SEARCH TIME: 00.00.01 

L3 0 SEA SSS FUL LI 

=> ....Testing the current file.... screen 

ENTER SCREEN EXPRESSION OR (END) :end 

= > 

Uploading C:\Program Files\Stnexp\Queries\10243 942 . str 
L4 STRUCTURE UPLOADED 

=> que L4 
L5 QUE L4 
= > D 

L5 HAS NO ANSWERS 
L4 STR 
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Structure attributes must be viewed using STN Express query preparation. 
L5 QUE ABB = ON PLU=ON L4 



=> S L4 FULL 

PULL SEARCH INITIATED 11:34:53 FILE 1 REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 3431 TO ITERATE 

100.0% PROCESSED 3431 ITERATIONS 0 ANSWERS 

SEARCH TIME: 00.00.01 

L6 0 SEA SSS FUL L4 

=> ....Testing the current file.... screen 

ENTER SCREEN EXPRESSION OR (END) :end 



Uploading C:\Program Files\Stnexp\Queries\10243942 . str 
L7 STRUCTURE UPLOADED 

=> que L7 
L8 QUE L7 
= > D 

L8 HAS NO ANSWERS 
L7 STR 
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NH 



Structure attributes must be viewed using STN Express query preparation. 
L8 QUE ABB=ON PLU=ON L7 



=> S L7 FULL 

FULL SEARCH INITIATED 11; 36: 40 FILE 1 REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 5268 TO ITERATE 

100.0% PROCESSED 5268 ITERATIONS 
SEARCH TIME: 00.00.01 



1860 ANSWERS 



L9 



1860 SEA SSS FUL L7 



=> FILE CAPLUS 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
449.65 



TOTAL 
SESSION 
449.86 



FILE 9 CAPLUS 1 ENTERED AT 11:36:51 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS " FOR DETAILS. 

COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 12 Mar 2003 VOL 138 ISS 11 
FILE LAST UPDATED: 11 Mar 2003 (20030311/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> S L9 
L10 



128 L9 
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=> FILE REG 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
0.83 



TOTAL 
SESSION 
450.69 



FULL ESTIMATED COST 



FILE REGISTRY' ENTERED AT 11:38:08 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS " FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 
DICTIONARY FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 

TSCA INFORMATION NOW CURRENT THROUGH MAY 20, 2002 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http : //www. cas . org/ONLINE/STN/STNOTES/stnotes27 .pdf 

=> ....Testing the current file.... screen 

ENTER SCREEN EXPRESSION OR (END): end 



= > 



Uploading C:\Program Files\Stnexp\Queries\10243942 . str 



Lll 



STRUCTURE UPLOADED 



=> que Lll 



L12 QUE Lll 



= > D 

LI 2 HAS NO ANSWERS 
Lll STR 
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Structure attributes must be viewed using STN Express query preparation. 
L12 QUE ABB = ON PLU=ON Lll 



=> S Lll FULL 

FULL SEARCH INITIATED 11:38:31 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 3074 TO ITERATE 



100.0% PROCESSED 3074 ITERATIONS 1860 ANSWERS 

SEARCH TIME: 00.00.01 

L13 1860 SEA SSS FUL Lll 



=> FILE REG 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
148.55 599.24 



FILE 'REGISTRY 1 ENTERED AT 11:39:18 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS 11 FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 
DICTIONARY FILE UPDATES: 11 MAR 2003 HIGHEST RN 497913-82-3 

TSCA INFORMATION NOW CURRENT THROUGH MAY 20, 2002 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http : //www . cas . org/ONLINE/ STN/STNOTES/stnotes27 . pdf 

=> ....Testing the current file.... screen 

ENTER SCREEN EXPRESSION OR (END) : end 



= > 

Uploading C:\Program Files\Stnexp\Queries\10243942 . str 
L14 STRUCTURE UPLOADED 

=> que L14 
L15 QUE L14 

LI 5 HAS NO ANSWERS 
L14 STR 
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Structure attributes must be viewed using STN Express query preparation. 
L15 QUE ABB = ON PLU=ON L14 



=> S L14 FULL 

FULL SEARCH INITIATED 11:39:40 FILE •REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 2 980 TO ITERATE 

100.0% PROCESSED 2980 ITERATIONS 1282 ANSWERS 

SEARCH TIME: 00.00.01 

L16 12 82 SEA SSS FUL L14 

=> FILE CAPLUS 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 148.15 747.39 

FILE * CAPLUS 1 ENTERED AT 11:39:51 ON 12 MAR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT . 

PLEASE SEE "HELP USAGETERMS " FOR DETAILS. 

COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
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DOCUMENT TTPB: 



PAM1LT ACC. NUM. COUWi 
PATENT INFORMATION! 



aooai«a7iia 

118-14005 

Preparation of S-srslkylsulf©«yl-3-<lorrrol-3- 
ylete thyl idene) -3 -indol inane derivative* kli 
Inhibitor* 

Cul. Jtr>gro>g i R*«q»h»l , Yudhi ; Liang, 
Li t Mi. Chung Chen; Tang. Peng Cho 
USA 

PCT int. Appl.. pp. 
CODES i PIXXD3 
Patent 
Bngliah 



PATENT NO. 



KIND DATS 



APPLICATION NO. DATS 



TO 2003094341 A3 20031)05 TO 3003-U91S841 300305JC 

Mi AS, AO. AL, AM. AT, AU. AZ, BA, BB, BO, BH. BY, B2. CA. 

CO, CB, CU. CX. 01, DE, DM. 0Z. EC. SB. 8S. FX, GB. 0D. 

GM. HR. HU, ID. IL. IN. IS. JP. KB, SO. KP. KR, KZ. UC, 

LS, LT, LU. LV. MA, MS. M0. MX. KN, MM. MX. M2, MO, HZ, 

PL, PT, HO. RU. SO, SS, SG, St. SK, SL. TJ. TM. TV. TR. 

UA, UC, US, US. Vti, TV, EA, ZM, SM, AM, AS, BY, K0, KZ. 
TJ. TM 

RW. CM. CM, KB, LS, KM, MS, EC, SL. SZ, TZ, UO, ZM. ZM. AT, 

cr. OB. ox. ss. ri. fr. cb. cr. ib, it, mi, mc. ml, pt, 

BF. BJ, CP, CO, CI, CM, OA, ON, GQ, GM, ML. MR, MS, SB, 

PRIORITY APPLH. IKPO.i US 2001 -394544P P 30010530 

US 30O1-33B4CUP P 20011010 

OTHER SOURCB(S)i MAR PAT 1J4I14P05 
01 



CM. CM, 
08, GH, 
LX, LR. 
OM. PH. 
TT. TZ, 
ND. RU, 



BE, CM, 
SS. TR. 
TO. TG 



r* , ; 



ICElR3>oS(0| 0 . 




Tha praa«nt invention relate* to carta in S-aralkylaul fonyl -1- (pyrrol -3- 
ylneChylidene)-3-lndolinone derive, (ehown s* X; see below for variable 
definition* ; e.g. 2. 4 -diesethyl-S- (3-oxo-S-phenylaetheneaul fonyl-1 , 3- 
dihydroindol • <12> -yl idenenethyl) -IH-pyrrole- 3 -carboxylic acid 



LIS ANSWER I OP ■ CAPLUS COPYRIGHT 2003 ACS (Continued) 

(3-diethylenin©etbyl)eoide) chat inhibit kloetes (no data) , in particular 
set kinaee. Pharmaceutical cocpn*. coopriaing the»e coopde.. method* of 
treating dlaeesea mediated by kinasee uaiog pharmaceutical conpna . 
cooprieLog these cotopd*.. and mat hod* of prepg. the* «rt alto diacleeed. 
In It n - 0-3 i ■ - 1-3. Rl and 03 - K or alkyl; RJ, R4. and RS . H. halo, 
alkyl. cycloalkyl. haloalkyl. hydroxy, elkexy. alkoxycerbonyl. 

haloalkoxy. 

cyano. cerboxy. carboxyalkyl, nltro. eryl. aryloxy. heteroaryl, 
het4roeryloxy. - (alkylene) -CCNR10R11. -COXR10R11. or - NR10RU (R10 i» H 
or alkyl, end RU 1* eryl. heteroaryl. beterocycle, end noe lkyl. 
elkyleoiaoalkyl. dielkyleninoelkyl. hydroxy* lkyl . eeetylelkyl, 
eye no* lkyl , 

carboxyalkyl. elkoxycerbonylalkyl, heteroaralkyl. aralkyl. or 
heterocyclyUlkyl wherein the elkyl chain in aalnoalkyl. alkyleainoelkyl. 
dislkyleainoelkyl. aralkyl. heteroaralkyl. or heterocyclylalkyl la 
optionally substituted with one or two hydroxy, or Rio and Rll together 
with the M atom to which they are attached combine to form aatd. or 
unsatd. heterocycloaaino) . RC i* H, alkyl. cycloalkyl, hydroxy* lkyl . 
efflinoalkyl. a lkyl aalnoalkyl. dla lkyl aalnoalkyl. carboxyalkyl. 
heterocyclylalkyl . aryl. heteroaryl. carboxy, alkoxycarbonyl, 
heterocyclylcarboAyl, aalnoalkyl carbonyl. elkylaffiinoelkylcarbonyl. 
dialkylaalnoalkylcarboayl, -CONR1CR11 or - (alkylene) -cokriohii. H7 and 

R8 

- h, elkyl, cycloalkyl, heterocyclylalkyl, -CO ft 13. - (alkylene) -COR 12 (R13 

- alkcoty. hydroxy, or beteroeycl*. alkylanino. di*lkyl*aino) . -S03R14. 
-CONR13R14. or - (alkylene) -CONR13R14 (Rll ie H or alkyl. and R14 ie 
ami ooa lkyl, alkyleainoelkyl, di alkyleainoelkyl. hydroxy* lkyl , 

acetylalkyl, 

cyanoalkyl, carboxyalkyl, elkoxycarbonylalkyl. heteroaralkyl, or 
heterocyclylalkyl wherein the alkyl chain in amino* lkyl. heteroaralkyl, 
heteroaralkyl. or heterocyclylalkyl ia optionally eubetituted with one or 
two hydroxy group (a), or when Rl3 and R14 are attached to a N atom R13 

and 

R14 together with the u aton to which they are attached torn aatd. or 
unsatd. heterocycloemino) . Rfi and R7 or R7 and R6 can combine to fora a 
aatd. or unsatd. 5 to a nembcred ring; end R» 1st H or elkyl; -PO(ORl5)3 
where each RLS - H or elkyl j -COR16 where R1C is H or alkyl; or 
-CHR17NR14R1P where Rl? ie B or alkyl. and Rlt and RIP - H or alkyl or 

R10 

and R19 together with the N etoa to which they are attached fona 
heterocycloaaino. Although the method* of prepn. are not claimed, 375 
exanple prepna. of X plus eddnl. prepn*. of intermediate* ere included, 
IT 477373-43-2P, 3- [l- {3 .S-Oinethyl-4- ( (4-mathylplperesin-l- 
yl) carbonyl) - iH-pyrrol -3 -yl ) oath- (Z) -ylidene) - E - (3- 
methoxyphenyloethaneaul fonyl) -1, 3 -dihydroindol -a -one 47757 3 -87 -IP 
. 5- (4-Bronopbenylmcthaneeultanyl>-3- 11- t3.5-dinethyl-4- ((4- 
methylpiperezin-l-yl) carbonyl) - in -pyrrol - 3-yl 1 moth- (Z) -ylldene) - 1 , 3- 
dlhydroindol-3-one 477S74-01-IP. 5-15-13* 

Chlorophanyloethaneaultonyll •3-0X0*2 . 3 -dihydroindol -3 - (Z) -ylldencaelhyl) • 
a.4-dln*thyl-iH-pyrrol*-3-c*rbojryllc acid (2- diethylaaiooethyl ) aalds 
477»7*-io-of, 3- U-[3.5-0inethyl-4-( (4-nethylpiperazia-l- 
yl> carbonyl) ♦ IH-pyrrol -3-yl) neth- (J) -yl idene] -5- (4- 
nitrophenylmsthaneaulfonyll - J, 3 -dihydroindol -3 -one 477574-45 -XP. 
5 - ( 2 , 3 -Oi f luorophenyla* t haneaul f onyl ) - 3 - 1 1 - 1 3 . 5 -dine thy 1 - 4 - 1 1 4 - 
aethylpiperazin-l-yl) carbonyl) -IH -pyrrol -3 -yljmeth- IZ) -ylldene) -1.3- 



LIB ANSWER 1 OF 8 CAPLUS COPYRIGHT 3003 ACS (Continued) 
dihydroindol -2 -one 47TS74-7S-7P. 3-(5-(3- 

ChlorophenylRethaneaulfonyl) -2-oxo-l,3-dihydroindol-3- (Z) -ylidenenethyl] -5- . 
aethyl-lH-pyrrole-3-carboxylic acid (3- (pyrrolidin-l-yl)propyDamid* 

477574- 5 1 -2P, 5- (2. f-Dichlorophenylmethaneaul fonyl ) -3 - (1- 13- ( (3- 
diethyleainopyrrolidln-l-yl)c«rbonyl)-5-nethyl-lH-pyrrol-3-yl)aeth- (Z) - 
ylldene) -l, 3 -dihydroindol -3 -one e7?S7s-04-s», 

5- (2,S-01cblorophenylnethaneaulfonyl)-3-(l- [4-((S) -3- I ( (R) -3- 

f luoropyr rol idi n - 1 - yl ) met hyl ) pyrro 1 1 dl n - 1 - yl carbonyl J -3.5 - dime thyl - 1H - 

pyrrol- 2 -yllmeth- (Z) -ylldene) -1. 3 -dihydroindol -3-one 477573-3J-4P 

, 5-{2,«-Dichlorophenylmethanejulfonyl)-3-ri-t3.5-diti»ethyl-4-[a-(4- 

aethylplperaxin-l-yl) -2-oxoethyl) -lH-pyrrol-2-yl)aeth- (Z| -ylldene) -1,3- 

dlhydroindol-2-one 477575-33-iP. 3- f 5- (5- (3. S- 

DiehloropheAylaethaneaulfonyl) -3-oxo-l, a -dihydroindol -3-{Z) -ylidenenethyl I - 

3.4-dlaethyl-lH-pyrrol-3-yl) -M-eaethyl-H- (l-neChylpiperidln-4-yl)acetamide 

477575- 5J-7P, 5- (2, C-Dlcblorophenylaethsneaulfonyl ) -3-(l- |3. 5- 
dinethyl-4- ( ( (R) -a-pyrrolidin-l-yltnethylpyrrolidin-l-yl) carbonyl) - 1H- 
pyrrol-2-ylJoetb-(Z) -ylidenel -1. 3 -dihydroindol -3 -one 477573-11 -3P-", 
5- (3 . 3 •Dlehlexophany lsMtheaeaslCoayl) -J-U- 14- |((l>, SB) -3,5- 
eMaMtlrylFlpara'ia-Z-yDeecheayl) - 3 , S - thyl - lA-pyrr*! -3 -yll m+tb- (X) - 
ylidane] - 1. J -dUrrdrolndol - 3-cm* ••■47 7I7S-IB-SP, 

3- |l-(3,5-0iaetbyl-4-(2-(piperidin-l-yl)scetyl) -lH-pyrrol-a-yDoeth- (Z) - 
y 1 idene ) - 5 • phenylne t heneeu 1 f onyl - 1 , 3 - d i hydro 1 ndol - 2 -one 
477S75-I0-9P, 5- (5- (2.4 •Dichloropbenylteethaneeulfonyl) -2-oxo-l, 3- 
dlhydrolndol-3- (Z) -ylidenenethyl) -a.4-dlraethyl-iH-pyrrole-3-carboxyllc 
acid (2-(pyridla-4-yl)ethyl)a«ide 477S7C-I3-CP, 

5- |5-(3.«-Oichlorophanylnethaneeulfonyl)-2-oxo-1.2-dihydroindol-3- (Z) - 
yl idenemetbyl) -3 . 4 -dimethyl- IH -pyrrol e-3 -carboxylic acid 
(3 -cyclopropylaoino- 2 -hydroxypropyl ) amide 477574-S5-XP, 

1-11-14- (2- (4-Cyclopropylaechylpiperszin-i-yl)-3-oxoethyl] -3. S -dimethyl - IH - 

pyrrol -3 -yDmetb- (Z) -ylidenel -S- (3. «-dichlorophenylmethen**ul f onyl ) - 1. 3 - 
dihydroindol -3-one 477S7f-*S-7P, t-(5-(3,C- 

Dichlorophenylmethsneaulfonyl) -3-0X0-1, 3 -dihydroindol -3- (Z) -ylidenenethyl) - 
2, 4 -diaethyl-lH-pyrrole-3- carboxylic acid (3- (4-f luoropiperidln-1- 
yl) ethyl) amide 477577-0I-5P, 5-(3,<- 

Olchlorophenylnethaneaulfonyl) -3 - [ 1 - (4 - (3- ( {$) -3- ( (3 -f luoropiperidin-1 - 
yl ) methyl | pyrrol idio ■ 1 • yl ) -3-oxoethyll -3 , S-dinethyl- IH -pyrrol -3-yl )**eth- 
(2) -ylldene) -1. 3 -dihydroindol -3-one 4T7177-14-1P. 

3- [1- 14- ( | (Cyclepropyl)aethylaaino] methyl) -3.5-dimethyl-lH-pyrrol-3- 

yllnetb- (Z) -ylidenel -5- 1 3 • (2- (aorpbolin-4-yl)ethoxy) phenyl nethaneau If onyl) - 

1.3- dlhydroindol-2-one 477377-44 -sf, s-ls-la.c- 

Dichlorophenylnethaneeulfonyll - 3-oxo-i . 3-di hydro! ndol -3- (Z) -yl ldenenethyl) - 

3. 4 - dimethyl -1H -pyrrole -3 -carboxylic acid ( eye 1 op ropy 1 net hyl J ( (R) -1- 
pyrrolidin-2-ylraethyl)aaide 477577-74-SP, 5-(3- 

Chlorophenylmetbaneaulfonyl) -J - [l- (4- (( (R) -3- ( (cyclopropylemlno)nethyll pyr 

rolidln-l-yl)c*rfaonyl)-3,S-din*thyl • IH- pyrrol -3-yl) aeth- (I) -ylldene] -1.3- 
dihydroindol -3-one 477B74-03-2S, 3- (S- (2.4- 

Olchlorophsnylmethsnesul C onyl I -2-oxo- 1 , 3 -dihydroindol -3 • ( Z) -yl ideneaethyl) - 
S-methyl-lH -pyrrole -3 -carboxylic acid (3- (pyrrolldln- 1-yl) propyl I anide 
RL> PAC I Pharmacological activity); 8PM (Synthetic preparation); TKU 
(Therapeutic uss) ; 0IOL (Oiological study); PRBP (Preparation); USES 
(Use*) 

Kamal 
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(drug candidate i prepn. of eralkylaulf onyl - and pyrrolylna thyl i dene - 
eubetituted indolinonea a* kl n*ae inhibitor* uaaful againat cancera 

and 

other disorders) 

RN 477573-55-2 CAPLUS 
CN Piper. zine, 

1- 1(5- [(E)-(l,a-dihydro-5-(( (3-«ethoxyphenyl)eiethyl)sulfonyll - 

3 -OXO-3H- lndol -3-yl idene] methyl I -3.4 -din* thyl- lH-pyrrol- 3-yl] carbonyl) -4- 
n ethyl- (9CI) (CA INDEX HAMS) 

Double bond geometry aa ahown. 



T 




KM 477573-87- B CAPLUS 
CM Flpersxine, 

1- 1(5- ((E) -(5- [ [(4 bromophenyl) methyl ]aulf onyl] • l,3-dihydro-3- 

oxo - 3 H - i ndol - 3 -y 1 i dene ] net hyl ) - 3 . 4 -d i nethy 1 - 1 N - pyrrol - 1 - yl ) ca rbonyl ) - 4 - 
nethyl- (ICI) (CA INDEX NAME) 

Double bond geometry as ehown. 



T 




UN 477574-01 CAPLUS 

CM IH- Pyrrole -3 -earboxamide. 

5- t(Z).(3- (IU-chloraphenyl)oethyl)eulfonyl)-l.a- 



10243942 
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dibytfro-a.o»».3N-lndol-3-y)td«ifl)B«thyl|.M.|2<(<liathylaaiool ethyl I -3.4- 
dimethyl- I9CU (CA INDEX KAKE) 

Double bond gecoetry *» thown. 




Uf 477574-10-0 CAPLUS 
CH Mpersiine, 

1 - { f S- t (Z> - U , 3 dihydro- S - 1 1 f 4 -ni c roph*nyl I methyl I eul fonyl | • 

asp - J it - Indol - 1 -yl idea* J me thy 1 ) - 3 . 4 -d i »e thy 1 - 1H -pyrrol - 3 - y 1 1 c o rbony 1 1-4- 
methyl- fJCIJ (CA INDEX NANS) 

Double bond geometry »* shown. 



r 




RN 477574 -45- 1 CAPUUS 

Of Piper* sine, 1- | I 5 - { It) - 15 - ( [ ( 3 , 3 -<U f luorophenyl 1 oethyl ] .ul t onyl 1 - 1 , 3 
dihydro-a-oxo-3K~indol-3-ylid*nel methyl) -2, 4 -dimethyl -IN- pyrrol -3- 
yllc*rbonyl]-4-methyl- (»CI> (CA INDEX NAME) 

Double bond geometry *fl shown. 



lie AHSVXB. I Of I CAPUUS COPYRIGHT 300] ACS (Continued) 



T 




RN 477S74-75-7 CAPLUS 

CH 1H- Pyrrol e-3-carboxomide. 

3- [(X)-(S- |((3-chlorophenyl)oethyl]«gl£onyl)-i,3- 

dihydro-3-aKO-3H-intol-3-ylidene]methyl)-S*metbyl-N- (3- (1- 
pyrrolidlnyl) propyl |- ucil (CA index kakb> 

Double bead g tenet ry ee shown. 




RN 477574- U -3 CAPLUS 

CN 3 -Pyrrol idineraine, 1- 1 {3- { (Z) - 15- 1 1 (3 , C-dichlorophenyl) methyl) ■ultonyl) - 
l,a-dlhydro-a-oxo-3H-lndoX-3-yl Idcne) methyl] -S-methyl- 1H -pyrrol -3- 
ylleezboayl] -M.H-di ethyl- (»«) (CA index NAME) 

Double bond geometry ee shown. 
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RN 477575-04-5 CAPLUS 

CM Pyrrolidine. 1- | (5- t <Z> - |S- ( ( (3 , 6 -dichlorophenyl) methyl] gulf onyl ) - 1 , 3- 
dihydro-3-oxo-JH-indol-J-ylid«ne|methyl) -3, 4 -dimethyl -LH- pyrrol -3- 
yl)cerbonyl)-a-1((3R)-3-cluoro-l-pyrrolidinyl)a>«thyl] (29)- (ici) (CA 
INDEX KAM2) 

Abeolute stereochemistry. 
Double bond geometry as shown. 




RN 477575-39-4 CAPLUS 

CN Piper* «ine, 1- ( IS- ( (D - IS - [ I (3, 6 -dichlorophenyl ) methyl J sulfonyl J - 1 , 3- 
di hydro -a -ojco- )H -indol -1 -ylidene) methyl ) -a , 4 -dimethyl - lH-pyrrol -3- 
yl)ecetylj -4-methyl- (MI] (CA INDEX NAME) 

Double bond geometry mm ihown. 
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RN 477575-33-9 CAPLUS 

CN 1H- Pyrrole -3 -ecetemide, 5- ((2)- 15- ( ( ( 3, i-dichlorophenyl) methyl] sulfonyl) - 

1, 3-dihydro-a-ox»-3H-indol-3-ylidene| methyl ] -N, 3,4- trimethyl-N- (1 -methyl -4 - 
piper idiayl) - (9CU (CA INDEX HANS) 

Double bond geometry n shown. 



T 




RN 477S7S-B4-7 CAPLUS 

CN Pyrrolidine, 1 - 1 (5 - I (I) - |5- It (3, 4 -dichlorophenyl) methyl ] eul tonyl ) - \. 3- 
dihydro-3-oxo- 3H- Indol -3 -yl idene] methyl) - 3 , 4 -dimethyl - 1H -pyrrol- J - 
yllcerbonyl) -3- (1 -pyrrol idinylmethyl) (3R)- (9CI) (CA INDEX NAME) 

Absolute etereochemietry. 
Double bond geometry shown. 



Kamal Saeed 
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OH 477S75-I9-3 CAPLUS 

CM Piperaslne. l (li-tm -IS- (( (3.3 -dlchloiophenyl) methyl )nultonyl| -1.2- 
dlhydro-3-o*c-JH- indol-3-ylid.no) -ethyl) - 2 .< dimethyl - 1H -pyrrol -3 - 
yl Jcarbony I] -3, S -dimethyl- | OB. ill- (PCI) » INOU NMt) 

Absolute stereochemistry. 
Double bond geometry •■ shown. 




RN 47757S-IB-S CAPLUS 

Qt 2H-Indol-2-one, 3 - (U , S-dioethyl- 4 - (1-piperidinylseetyl) - lH-pyrrol -3- 
yl)metbylenr)-l, J-dlbydro-S-I{phenylsiethyl|sultonylJ <3Z>- OCD (CA 
1KDEX NAME) 

Double bond geometry *• shown. 



LI 8 ANSWER 1 OP 8 CAPUJS COPYRIGHT 3003 ACS I Continued) 




KM 4 7757S-JD-1 CAPUJS 

CM IH-Pyrrole - 3 - csrboxsaid*. 

I- ((E) - (*- ( ((2,C-dichlorophenyl>methyl]sulfcnyl). 

l.a-dihydro-a-oxo-JH-indcl-3-ylldeneleethyll -3, 4 -diethyl -N- 13- (4- 
pyridinylltthylj- (»CI> ICA INDEX MAKE) 

0oubl« bond geometry as shown. 




RN 477574 -S3 -« CAPLUS 

CM IN -Pyrrole -3 -csrboxsmlde, 

M- 13- (cyclopropylawino) -3-bydroxypropyl] -5- | (Z) • 

(5-U<2.«-<Jichlorophenyl)methyUsullonyl] - 1 ,3 -dihydro-2-oxo-3H -indol - 3 
ylidene) methyl) -a, 4 -dimethyl- <»CJ) (CA INDEX HAMS) 

Double bond geometry as shown. 
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Me «« 



477S74-CS-1 CAPLUS 

Pi per* sine, 1 ( eye 1 op ropyl methyl) -4 - [ [S- { (X) - (5- ( ( (3, «• 

diehlorophsnyl) methyl laulfonyl) -1. 3 -dlhydro-a-oxoOM - indol -3- 

yl idene) methyl I -3, 4 -dimethyl -1H- pyrrol- 3 -ylj acetyl] - f9CI ) (CA INDEX 

NAME) 



Double bond geometry shown. 




RN 477574-95-7 CAPLUS 

CM ih- Pyrrole- 3 -carboxea4.de, 

S - | (2) - IS- ( [ (3,C-dlchlorophenyl)«ethyl]*ulConyl) - 

1.3-dlhydro-2-oxo->H-lndol-»-ylidsne|m*thyl] -M- |3- (4- fluoro-1- 
pi per idinyl) ethyl) -3, 4 -dimethyl- (9CI) (CA INDBJt NAME) 

Double bond geoaetry as ehown. 



LIS ANSWER 1 OP 8 CAPLUS COPYRIGHT 3003 ACS 




RN 477S77-09-C CAPLUS 

CM Pyrrolidine, 1- ( [5- I |Z) - [5- { ( (a. « -dichlorophenyl ) methyl) eulfonyl | -1.2- 
dihydro-a-cxoOH-indol-3-ylidene]methyl)-3,4-dl<3ethyl-lH-pyrrol~3- 
ylUcetyl)-2-[«3-fluoro-l-piperldinyl)nsethylJ (3S) - (»C1) (CA INDEX 
NAME) 

Absolute stereochemistry. 
Double bond geometry »• shown. 




RN 477S77-54-1 CAPLUS 

CN 2H- tndol-3-one, 3 - [ |4- I tcyelopropylmethylsmlno) methyl) - J. S-dl*«tbyl-lH- 
pyrrol -2-yl) methylene) -1.3 -dlhydro-5- 11 |2- (2- (4- 

i*orpholinyl)ethcacy]phenyl|methyl]aulfonyH-, (32)- (pen (CA INDEX NAME) 
Double bond geometry ea shown. 



Kamal Saeed 
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RM 477S7-I-6C-S CAPLU9 

CN 1H- Pyrrole 3- cartxwaoid*. o- (cyclopropylnethyl) -S- ( lz\ - is- fl (3. 
dlchloropbenyllMthyllsulfenyl) - 1 , a-dihydro-3 -oxo-3H- indol - J - 
ylidene) methyl] -3.4 -dimethyl -N- \ (3R) -3-pyrrolidinylmethyl) - I9CI) (CA 
INDEX NAME) 

Absoluts stereochemistry. 
Double bond geometry ah own . 




RN 477S77-74-S CAPLUS 

CN 2-PyTrolldineaethanamine, 

l-((5-l(Z)-[5- |((2-chlorophenyl)methyl)sulfonyl) - 

l,a-dihydro-2-oxo-3H-indol-3-ylideneln*thyl] - 3 . 4 - dimethyl - lH-pyrrol -J 
yllcarbonyl) - W- cyclop rcpyl - , (2R)- (9CI) (CA IKOSX NAME) 

Absoluts etereecheaietry. 
Double bond geometry ae shorn. 




HH 477170-03-3 CAPLUS 

CM ih- pyrrole- J -cerboxanide. 

3-((Z)-(s-(l(3.« -dlch lorophenyl ) methyl ) sul f onyl ) - 

X, 3-dihydro-3)-oxo- JH* indol -3 -yl idenel osthyl) - 5-methyl -H- (3- (1- 

pyrrolidinyl > propyl I • (SCI) (CA INDEX NAME) 

Double bond geometry as shorn. 




LI » ANSWER 3 OP 6 CAPLUS COPYRIGHT 3003 ACS 
ACCESSION NUMBER i 300a.7S3«l» CAPLUS 

DOCUMENT NUMBER t 137t394a7D 

TITLE: Prepsrstion of prodrugs of 

3- (pyrrol -2-ylmethylldenel - 

J-indolinonei and activity as moduletore of protein 

kinases 

I NVSNTOR ( 6 ) i Sun. Connie Li j w«i, Chung Chen; Tang, Peng Cho; 

Koenig, Marcel; Zhou. Yeng; Vojkovsky. Tomes; 

Neme telle, Assad S. 
PATENT ASSIGNEB(S) » Sugeo. Inc.. USA 

SOURCE: PCT Int. Appl . , 1S4 pp. 

CODBNi PXXX03 
DOCUMENT TYPRi Patent 
LANGUAGE i English 
PAMILY ACC. NUM. COUNT ! 1 
PATENT INFORMATION: 



PATENT NO. 



KIND OATS 



APPLICATION NO. DAT! 



WO 30030014CC Al 30031017 HO 2002-U51 1001 30020409 

Hi AS. AO. AL, AM. AT. AU. AZ, BA, BB, BO. BR, BY, BZ. CA, 

CO. CR. CU, CZ. DB, OX. DM, 02, EC, EB, SS, PI. G3 , CD. 

CM, HR, HU, ID, IL, IM, IS, JP, KE, KG, KP. KR, KZ, LC, 

LS. LT. LU, LV, MA, MO. MO, MX, MS, MM, MX, MZ. NO, NZ, 

PL, PT. RO, RU, SO, 6S. SO, SI, SK, SL, TJ, TM, TN, TR, 

UA, UO, US, UZ, VH, YU. ZA, ZM, ZW, AM, AX, BY, KO, KZ, 
TJ, TM 

RNi GH. GM. KE, LS. MM, NZ, SD. SL. SZ. TZ. UQj. ZN. ZN. AT. 

CY. OS. DK, ES, PI, PR. GB, GH, IE, IT, LU. MC. NL, PT, 

BP. BJ, Cr. CG. CI, CM, GA. CN, GO, CW, ML, MR. NS. EN, 

PRIORITY APPLM. INFO. i US 2001-2B3630P P 20010409 

OTHER SOURCE (Sir MARPAT 117:294870 
CI 



CU. CN, 

GB. GH, 

LK, LR, 

OM, PR, 

TT. TZ, 

MD, RU, 

BB, CH, 




The prevent invention relates to pyrrole eubetituted 2-lndollnone coapde. 
(shown ee I, e.g. 3- (1 - (3 . S-dinethyl -1H- pyrrol -3-yl Jraeth- IX) -yl idenel -3- 
oxo-2,l-dlhydroindole-l-cerbonyl chloride) and their phsresceutieally 
seceptsble salts which eiodulsts the sctivity of protein kinase* and 
therefore are expected to be useful In the prevention end treatment of 
protein Rinses related cellular disorders such ss cancer (no date), in 

Rl end R3 ere independently H. halo, slkyl. elkylthio. nltro. 
trihelomethy], hydroxy, hydroxys Iky 1 . slkoxy, cysno. sryl. heterosryl. 



LIO ANSWER 3 OP B CAPLUS COPYRIONT 3003 ACS (Continued) 

C(0)R7 (R7 ie elkyl, amino, hydroxy, elkoxy, aryl. heceroaryl, eryloxy, 
heteroaryloxy, hetsrocycle. end eminoslkylanlno) . -NR4R9. ~NRSC(0)R». 
•S03R8, and -S(0)3HR8R9 (RB snd R9 are independently H. elkyl. aryl and 
heterosryl, or RB snd R9 together with the N to which they are attached 
fori* a sstd. heterocyclic mi no) . R3 ie H, elkyl, hydroxys 1 Icy 1 , 

snlnoelkyl, 

-C(0)R7, sryl, end beteroeryl; R4 ie H, elkyl, -C(0)R7 aryl, and 
heterosryl. RS is N snd -COR10 where R10 ie elkyl, elkoxy, hydroxy, 

sryl. 

eryloxy, heterosryl, heterocycle, elkylsmino. dialkylaoino, or -NR11R13 
where Rll is H or elkyl, snd R13 is sainoelkyl, hydrexyslkyl, 
ecetylelkyl, 

cyenoelkyl, cecboxyalkyl, alkoxycsrbonylalkyl, heteroaralkyl, or 
heterocyclylalkyl wherein the elkyl chain in aninoelkyl, he teroer elkyl , 
heteroaralkyl, or heterocyclylalkyl la optionally substituted with one or 
two hydroxy group (e); or R4 snd RS together torn - (CHS) 4- or 
-(CH3)mCO(CH3)n- wherein n is 0 to 3, provided that n*o is 3. RS ie: (c) 
-OR13 wherein R13 is slkyl, trif luoronethyl , csrboxyalkyl, eminoalkyl, 
phosphonooxyelkyl, sulf ooxyelkyl , hydroxyslkyl, slkoxyalkyl, sryl, 
hetcroeryl, heteroaralkyl, hecerocyclyl. nonoeaccherldes end 
heterocyclylalkyl wherein the alkyl chain in csrboxyalkyl , eednoalkyl, 
phosphonooxyelkyl, sulf ooxyelkyl, heteroaralkyl, heterocyclylalkyl, 
hydroxyslkyl, or slkoxyalkyl ie optionally eubetituted with one or two 
hydroxy group (s) snd further wherein one or two C atoms ia said elkyl 
chain are optionally replaced by O, -NR14- (R14 ie H or alkyl), -S-, or 
-503- i or. (d) -NK15R1C where ere R15 and Rl* era Independently H, 
slkyl. 

csrboxyslkyl, slkoxyslkyl, aninoelkyl, phosphonooxyelkyl , sulfooxyalkyl. 
hydroxyslkyl, sryl, heterosryl. heteroaralkyl, and heterocyclylalkyl » 
wherein the slkyl chain in carboxyelkyl, aninoelkyl, phosphonooxyelkyl, 
heteroaralkyl, heterocyclylalkyl, hydroxyslkyl, or slkoxyalkyl ie 
optionally eubetituted with one or two hydroxy groupie) snd further 
wherein one or two C atone in the alkyl chain are optionally replaced by 
O. -NR17- (R17 ie H or elkyl), -S-. or -S03-; or R15 end RJ< together 

with 

the N a ton to which they ere attached torn satd. or unestd. 
heterocycloeaino; . Although the methods of prepn. are not claimed, >60 
example prepaa. are included, both ot 1 end the unprotected version of 1 
la which the C(o)R« group hae been repleced by N. 
IT 4IST44.91-IS. 3-(l-(3,S-DiaMthyl-lH-pyrrol-3-yl)e>ech-(Z)-ylidene) - 
3-exo-3.3-dibydroindole-l-cerboxylic acid eethyl estsr 
RLi PAC (Pharmacologics! activity); SPN (Synthetic preparation); TKU 
(Therapeutic use); 8I0L (Biological study) t PREP (Preparation); USES 
(Uses) 

(protein kinase modulator prodrug; prepn. ot prodrugs ot 
( pyrrol ylne thy I idenel indol I none e end activity ee Modulators ot protein 
kins see) 
RN 4«B744-92-S CAPLUS 

CN IH-Indole-l-csrboxylie scid, 3- M 3. 5 -dime thyl-lH- pyrrol- 3 -yl) methylene) - 
3,3-dibydro-3-axo-, methyl ester. (3Z) - (9CI) (CA INDEX NAME) 

Double bond geometry ee shown . 



Kamal Saeed 



10243942 



111 ANSWER 3 OP ■ CAPUTS COPYRIGHT 300) ACS 



(Continued) 
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Jl — LI 



I43<41*I7-CP. S-(S-Bro»-a-cao-l,3-dlhydraJndal-3-ylidencmethyl) • 
3,4-die*thyl-lH-pyrrole-3-carb<wylic acid (pyridin-4-yloethyl)aaida 
J43t*x IJ-IP. 5- (6- (S-Ieopropyl-a-oethoxyphenyl) -3-oxo-l,3- 
d i hydroi ndol - 3 - yl ideneoeCby 1 ) - 3 . 4 -dime thyl - 1H- pyrrol ■ - 3 -ca rboxyl I e acid 
(3- (pyrrol ldin-l-yl) ethyl) amide 

RL> PAC (Pharmacological activity} i 5PM (Synthetic preparation); TBU 
(Therapeutic use) ; BtOL (Biological Study) : PRSP (Preparation) j USES 
(Ueee) 

(protein kinaae ooduletorj prepn. of prod ruga of 

(pyr roly lmethy 1 i dene )i ndol 1 none a and activity aa cedulatore of protein 
kinases) 

343C41-97-S CAPLUS 

IH- Pyrrol e-3-ceroenceeU.de, s- ( (» -bro«>- l , a-dihydro-a -mo-jh -indol-j- 
yl idene I methyl) -3,4 -dimethyl-B- (4-pyridlnyl methyl)- (9CI) (ca indzx 




REFERENCE COUNT t 



3 THERE ARE 3 CITED REFERENCES AVAILABLE POX THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE 



RN 34364 1-69-9 CAPLUS 

CH iH-Fyrrole-3-cerboxealde, 5- ( |l, a-dihydro* - (3-metnoxy- 5- [ 1 - 

me thylethyH phenyl] -3-o«o-3H-indo] -3-ylidenel •ethyl) -a. 4 -dimethyl -N- t3- li- 
pyrrol idinyl) ethyl) - (SCI) (CA INDEX NAME) 
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ACCESSION NUMBER i 
DOCUMENT NUMBER 1 
TITLE i 

INVENTOR (S) : 

Vojkoveky, 

PATENT ASSIGNEE^] I 
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DOCUMENT TYrEi 
LANOUAOSt 

FAMILY ACC. NUM. COUNT i 
PATENT INFORMATION: 



aooBissaiu 

137:1954 09 

3- (4 -Amide-pyrrol -3 -ylae thyl idene) -3-indollnoae 
darivatlvea aa protein kinaae inhibitors 
Ouan, Huiping; Liang, Ccngxinj Sun, Li; Tang, F< 
Cho; wei, Chung Chem Keuregie. Michael A. ; 



Totnae; Jin, Qingwu, Herrinton, 
USA 

PCT Int. Appl.. 1«7 pp. 
CO DEN s PIXXD3 
Patent 
Engl i ah 



Paul Matthew 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



MO aooao*6««3 



NO 2003-US440? 30030315 

BA, DD, DO, BR, BY, BZ, CA, 

DZ. EC, BE. ES. PI, 0B, 00, 
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MX, MN. KW. MX, MZ, NO. NZ, 
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2D03C9R9 
Hi AS, AG, AL, AM, AT, AU. AZ 
CO, CP, CU. CI. DE, DK, DM 
OM, HE, HU, ID, IL. IN, IS 
LS, LT , LU, LV. MA, MD, MO, 
PL, FT, RO, RU, SO. EE, SO, 
UA, UG, US, MZ. VN. YU, ZA, 
TJ, TM 
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PRIORITY APPLN. INFO. : US 3001-36S49JF P 30010315 

US 3001-313J41P P 30010B15 
OTHER SOURCE (9) t MAR PAT 137 « 1854 00 

CI 
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CB, CH, 
LK. LR, 



SB. TR. 
TD. TO 
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AB Title cocipda. I [Bl . B. halo, alkyl, haloalkoxy. cycloalkyl. 

heterocyclic, OH. alkoxy, (un) eateritied C03H, (un)aubatituted NH3. 
CONK3; 

R3 - H, halo, alkyl. crihelomethyl, OH, alkoxy, CN. (un)aubatituted NH3, 
S03NH3, (un)eateriried C03K. 603B0. R8 - elkyl. aryl. oralkyl, 
hetereeryl, 

beteroaralkylt R3-RS . M. elkyl; R7 - H. elkyl. aryl. hetaroeryl. acyl; Z 
> aryl, hateroeryl, heterocyclic, (un)aubatltuted NH2) were prepd. (or 

uee 

aa protein kinaae inhibitora in treatment of dlaeaaea, euch aa cancer (no 
data). Thua, st 3. s-dlmethyl- 4 -pyrrol ecarboxy lata vae oxidised to the 
S-carboxeldehyde, followed by eater bydrolyeie. reaction with 
S-fluoro-3-oxindoU and amidatlon to give, the emide II. 

IT 493104-4»-39 4S3104-93-4P 

RLt SPH (Synthetic preparation); THU (Therapeutic uee); BIOL (Biological 
atudy); PREP (Preparation); USES (Uee*) 

(prepn. ot 3- (4-enidopyrrol-a-ylnethylidene) -a-ladollnone derive, aa 
protein kinaae inhibitora) 

UN 4S3104-49-3 CAPLUS 

at lH-PVTrole-3-carboxaiude. 5- ( (5-chloro-1.3-dihydr©-3.oxo-lH-indol -3- 

yl lden* > met by 1 ) -N - I 3 - hyd roxy - 3 - ( 1 H . j , a , 3 - 1 r iexol - 1 -yl ) propyl ) - 3 , 4 -di methyl - 
(9CI) (CA INDEX NAME) 
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RN 453104-93-4 CAPUTS 

CM 1H- Pyrrol e-l-carbox* aide. 5- I IB) -<5-broo»-l.3-dihydro-3-OJco-3H-indol-3- 

yl ideas I methyl I -W- (2-hydroxy-3- ( 1H- 1 , 2. J -tri exol- 1 -yl (propyl J - 3 , 4 -dinetbyl- 
tSCI) (CA INDEX HAKE) 

Double bond geometry «• •how. 
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Preparation of 4-eryi substituted iodolinoaee mm 
protein kinase eignel transduction modulstoxs for 
inhibiting tboonul call proliferation 
Oil. J 1 ngrortg : Zhang, Ruofai* Shan, Hong; Out. Ji Vo; 
Zhang, Pang-Jiaj Koeaig. Marcel; Do. Steven Hvy; LI, 
Xiaoyuaaj Mai, Chung Chen; Tang, Peng Cho 
USA 

FCT Int. Appl.. S<0 pp. 
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TM, 


TV, 


TR, 


TT, 


T2, 
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ZA, 
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STRUCTURE DIAGRAM TOO LARGE POR DISPLAY - 



AVAILABLE VIA OPPLIKE PRINT ' 



Title conpde. 1 [Rl - (un) substituted aryl or heterosryl; R2 • H. halo, 
aikyl, alkenyl, elkynyl, heteroeyclyl, etc.; R3 . tun) substituted pyrrole 
or cycloelkenylpyrrole), well as pharmaceutical eonpne. thereof, are 
prepd. end disclosed a* conpda. capable of modulating protein kinase 
eigne 1 transduction in order to regulate, modulate and/or inhibit 
irmel 

eell proliferation. Thus II. was prepd. vis condeoastion of 
«-phenyl-l,3-dihydrolndol-2-one with 5-fornryl-3-methyl-4-(3- («- 
methylpiperesin-l- yl) propyl! -lH-pyrxoleO-carboxylic acid Bt ester. I 
were evaluated against eight apecfic kinases, e.g., PGPR1. for which I 
possessed IC50 value* (.mu.M) of 0.00*1 -3.07. The present invention alao 
relates to methods for treating protein kinaae related dieordera. 
443351-10. 70 443550-35-3P 443S3I44-3P 
«43S$t-S»-0P 4*2590-73. IP 142519 -13.-7P 
443359-31. IF 413359-43- 4F 142519. 57-19 
443339-I3-1P 443511-2C49 4435U-53-7F 



LIB ANSWER 4 OF 0 CAPLUS COPYRIGHT 2003 ACS (Continued) 
443S41- 3S-2F 443SC1.S7.7F 442511-19-PF 
143SU-49-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP ( Preparation I ; USES 
(Uses) 

(target compd.; prepn. of (aryl) (pyrrolyloethylene) lndolinoaea as 
protein kinaae signal transduction modulators) 
RN 442551-30 -7 CAPLUS 

CM Piperazlne, 1- ( [5- ( f4- (3-Chlorophenyl) -l. 2-dihydro-3-oxo-3H-indol -3 - 
ylidene|«wthyl)-2,4-dimethyl-lH-pyrrcl-3-yl)caroonyl) -4 -methyl- (SCI) 

(CA 

INDEX NAME) 




Me 



RN 443*51 -3S-2 CAPLUS 
CM 3 -Pyrrol ldlnaaine. 

1 - I U- I (4 - (3 -chlorophenyl ) - 1 . a-dihydro-2-oxo- IH-lndol - 3 - 

yl id ene J methyl ) -5 -methyl -1H -pyrrol -3- yll carbanyll -N, N -dimethyl-, (3R) • 
(PCI) (CA INDEX NAME) 

Ataaolute etereochetnietry. 
Double bond geometry unknown. 




Lll ANSMBR 4 OF S CAPLUS COPYRIGHT 200] ACS (Continued) 
RN 443SS1-44-3 CAPLUS 

CN 1H- Pyrrol e-3-carboxanidc, 2- 1 (1 . 3-dihydro-4- (4 -methoxyphanyl) -2-oxo-3H- 
^indol-3-ylidene) methyl ] -S-methyl-N- [2-<lH-1.2,3-triazol-l-y])ethyll - 

(CA INDEX NAME) 




RN 442558-59-0 CAPLUS 

CN Pipersiine, 1- ( IS - ( |4- (4-bromophenyl) -l,2-dihydro-2-oxo-3H-indol -3- 
ylidena) methyl) -2. 4 -dimethyl - 1H -pyrrol -3-yl| carbonyl) -3, 5 -dimethyl-. 
i3R.SSI-rel- (»CI) (CA INDEX NAME) 

Relative stereochemistry. 
Doubl 4 bond geometry unknown. 
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Lit ANSWER 4 or I CAPUTS COPYRIGHT aoo) ACS (Continued) 
CM in- Pyrrole -a -e«rbox* aid*. 

W- 13- (ditthyleoino) ethyll -5- 1 (4- 13-f luorophenyl) - 

l.a-dibydro-a-o«>OH-iB4ol-J-yiidene|a*thyn-«-oethyl- (SCI) (CA 




442SS9-U-? CAPLUS 

lH-ryrrole-J-crboxioido, J- C U . 3-dlhydro- 3 oto-* - (3- 
ttrifluorc«ethyl)ph«nyl| -)H-lndol-3-y1 iden*) methyl) -S-methyl -N- (J. (1- 
pyrrolidinyl) ethyll- (9CI) (CA INDEX KXKE) 




44J5SPJ1-9 CAPLUS 

1M- Pyrrole-) -cerboxamide, 3- f I* - U-cbloro-4 -f luorophenyl) - 1 , 2 -dlhydro-3 - 
oxo-3H-lndol-3-ylidene)methyl| - 5 -methyl -N - [2 - (1 -pyrrol idinyl ) ethyl 1 - 

> 

(CA INDEX HAKE) 



Ml ANSWER 4 OP • CAPLUS COPYRIGHT 300) ACS 




Ml 443SS9-43-4 CAPLUS 

CM IK- Pyrrol e-3 -carhoxenidn, 

K- 13- (dioLhy lemirw) ethyl] -5- ( (1 . a-dihydro-3 -oxo- 

4 • (4- (tritluoromethoxy) phenyl) -)H- indol- ) •ylidene] methyl) -3. 4 -dimethyl 
(PCI) (CA I WD ft X HAMS) 




MH-CM a -CH 3 -»rcta 



KM 4425S9-57-1 CAPLUS 

CN ih- pyrrole -3 -csrbouaide. 

5- 1 (Z) - {4- ()-f luorophenyl) -1, l-dihydrc-3i-oxo-)H- 

indol) -ylidene) methyl) -N- ia-hydroxy-3- I1H-1, 3, 3 -trleiol-l-yl) propyl) -3,4- 
dimtthyl- (SCI) (CA INDEX NAME) 

Double bond geometry shorn. 
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RN 44J559-6S-1 CAPLUS 

CN Piperidine, 1- 1 13- I (2) - [4- |3-f luorophenyl) - 1 ,3-dlhydro-2-oxo-)H-indol-3 - 
ylldenel methyl )-S-methyl-lH-pyrrol-)-yl)ecttyl) -4 >(l-pyrrol idinyl)- (9CI) 
(CA INDEA na«) 

Double bond geometry e* ahown. 




RN 4425*l-3«-4 CAPLUS 

CN Pyrrolidine, l-((3- ((E)- [4- (3- (luorophenyl ) -1. 3 -dihydro-3 -oxo -3H- indol -1 
yliden*)methyl)-S-m«thyl.lH-pyrrol-)-yl)c*rbonyl)-3- UOIO -) -hydroxy. 1- 
pyrrcl idinyl >wthyl|-, (3S)- (9CI) (CA INDEX NAME) 

Abeolute etereocheoiatry. 
Double bond geometry •■ ahown. 
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'Ke 



UN 442561-51-7 CAPLUS 

CN lH'Pyrrole-3-cerboxaulds, 

5- 1 (Z) - (4- (4-ehlorophenyl> 1,3 dihydro 3 oxo-)H 

. indol-) -ylidene] methyl )-N- |a-(l.l-dloxido-4-tht<morpholinyl)ethy1] -a. 4 
dimethyl- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 4435<l-fta-3 CAPLUS 

CN IB .Pyrrole- 3 -cerboxy 11c ecld, 

5- IK) - (4- ( a. «-dir luorophenyl) -l,a- dihydro-3- 

oxo-3H- indol -3 -ylidene) methyl I -3. 4- dimethyl- (9CI) (CA INDEX HAKE) 

Double bond geometry aa ahown. 
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in Mown « or a caflus copyright aot>3 acg (continued) 
cojm 
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442S41-B7-7 CAMUS 

3H-lndol-3-ono, 3 - ( 13 . S-dieethyl -4- < 1 -eethyl -4-piperldinyl| -IK- pyrrol -3 - 
ylloethylene) -4- (3-f luorophenyl) -1. 1 -dihydr©-. (3Z) - (SCI) (CA INDEX 
HMU) 



Double bond ge« 



*try »• i 




FN 442**1-69-9 CAPLUS 

CM 3H Indol 3 one, 4- (2, 3-dif luorophenyl) -3- ( (3 . S-dinathyl -4 - < 1-methyl -4- 
P ip«rldinyl»-lH-pyrrol-2-yl|«echyl«iel -1,3-dlhydro-. (321- (9CI> (CA 
1KDEX NAME) 

Double bond geometry ea •how. 




AM 442S42-4S-3 CAPLUS 
CM Pip.t»*io«. 

1 - 1 1 S - ( 1 4 - (2 - chloro- 4 - 1 1 uoropbenyl I - 1 . 2- d i hydro • 2 -oxo- 3 H- 1 ndol - 

J-ylldea«)B«thyll-a,4-diB»lhyl lH-pyrrol-)-yl|c»rbcnyl]-4-Bethyl- (SCI J 
<CA INDEX MAMS | 




LIS ANSWER Sort CAPLUS COPYRIGHT 2003 ACS 
ACCfSSIOH NUMBER: 3003:31440 CAPLUS 

DOCUMENT NUMBER: 136:103 396 

TITLB i Preparation and us* of 

4 - net «roi ryl - 1 - he t e roary 1 i deny 1 - 

2-indolinone* end their use as protein kinase 

inhibitors 

INVENTORY). Tang, Peng Cho; Wei. Chung Chen, Huang, Ping; cui, 

Jtngron 



PATENT ASSIGNEE <S) • 
SOURCE i 



DOCUMENT TYPE. 



FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PCT Int. Appl., 1*4 pp. 
CODENs FIXJU53 
Patent 
Engl I ah 



NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 20020D3S51 Al 20030110 WO 2001-US207S6 20010C29 

Wi AS, AO, AL, AN, AT, AU, A2, BA, B9, BO, BR, BY, B2, CA, 

co. cx, cu, ce, r oe, ok. dm. dz, ec. eb. es, pi. oo. od. 

OM. MS, HU, ID. IL. IN, IS, JP, KB, KG. KP, KR. KZ. LC. 

LS. LT, LU. LV, MA. MD. MC. MX. MM, MM. MX. MZ, NO. NZ. 

RO, RU, SD, SB, SO, SI, SK. SL, TJ, TM, TR, TT, TZ, UA. 

UZ, VN, YU, ZA, CW, AM. AZ. BT, KG, KZ, MD. RU, TJ, TM 

RWi GH, CM, KB. LS, MW, MZ, SD, SL, SZ, TZ, UC. ZW, AT. BE. 

DS, DK, ES, PI. PR, GB, OR, IB, IT, LU, MC, NL. FT, SB, 

. 8J. CP, OS. CI, CM, GA. GN, GW. ML, MR, NB, EM. TO, TG 

US 300211797a Al 20021212 US 2001-B949O2 30010(29 

PRIORITY APPLN. INFO . < US 2O0O-21S654P P 20000(30 

OTHER SOUKCB(8)i MARPAT 136: 103384 



CH, CM. 
GB. OH, 
LK, LR, 
PL. PT, 

uo, US. 

CH, CY, 





ANSWER S OF B CAPLUS COPYRIGHT 3003 ACS (Continued) 
6 h) to give the indole which wee Created with C5MSM.bvl.8r3 
|t-BuOH/StOH/H20, Ih) followed by mine (etirred 1 addnl. hour) to give 
4- (pyridin-4-yl) -l, 3 -dyhydroindol-2-one a a a yellow solid. Condensation 
of thia intermediate with S-fnethylinldaxole-4-carboxaldehyde (EtOH, 
piperidine, 2 daya) afforded XI. II bad 1C50 - 4 .SB cM for FGFR-1 
cyroaina kinase and 0.01 rrl for cdka/cyelin A tyro tine kinase. I are 
uaeful in treating cancer, Immunol . dlaorders, etc. 

399114-I5-3? JIS117-1Q-4F 

RLi PAC (Phmraace logical activity); SPN (Synthetic preparation),- THU 
(Therapeutic uee); BIOL (Biological study); PREP (Preparation); USES 
(Uaea) 

(drug; prcpD. and uae of 4-heterosryl-3-heteroerylidenyl-3-lndolinonee 
and their use ss protein kinsse inhibitors) 

30B116-45-2 CAPLU9 

Fiperazlne, 1- [ l5-((l,2-dihydro-2-oxo-4-(4-pyridinyl| -3H-indol-3- 
ylidenelnethyl) -4-aethyl-lH-pyrrol-a-yllcarbonyll -4 -methyl- «9CI» (CA 
INDEX MAMS) 




RN 388117-30-4 CAPLUS 

CM 1H- Pyrrole- 3 -carboxaoide, 

N- (2-(dlethylanino)ethyl) -5- ( (1, 2~dibydro-2-oxo- 

4- (J-pyridinyl) -3H-lndol- 3 -ylideae] methyl) -3,4-dioechyl- (PCI) 
NAME) 




KW-CHa-tWj-NEta 



I Title eoepds. I (Rl-3 . H, elkyl. cycloelkyl. aryl. hateroaryl. 

heceroell cyclic, halo, etc.; Met • (ua) substituted aroa. heterocycle 
contg. at leaat one and not more than two ll atom. 

tetrahydro (thiol pyr any 1, ( thiol aorpholino. plperidinyl. plperaalnyl , 
tetrasolyl, etc.; Q • (un) substituted a roe. heterocycle contg. not more 
thae two N stems. S-e**bered ring (un) substituted heterocycle contg. N, O 
or S. e.g.. inidesolyl. pyrrol yl. indolyl. etc. I with sone exceptions, 
were prepd. Included are 7S synthetic examples and reaulta for several 
protein tyrosine kins as assays for those conpds. For instance, 
4-bronoindols waa coupled to bla (plnacoleco)diborene IDKSO. KOAc. 
PdC13(dppf) .bul.CH2Cl2. 10. degree. c, 22 hi. The resulting dloxaborol B ns 
waa coupled to 4 -branopyri dine. but . HCl ITHP. Pd(PPh3)4, NeOM. 
). degree .C. 

Kamal Saeed 
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AMSMESt ft OF i OMUL'S COPYRIGHT SflOJ AC* 
a001>«17t*l CAPLUS 
13Sil*54»7 

Prep* ration of pyrrole substituted 3- Udollnone 
protein kinnee inhibitor* for treatment of ceocer 
Tang. Peng ChOj Killer, Todd; LI, Xieoyuan; Sua, Lij 
w c i, Chung Chen; Shlreeieo, Shahreadt Liang. Congxim 
Vojkoveky. Tones; Nematelle. tattd S. 
Sugen. lac, USA 
PCT Int. Appl.. 325 pp. 
COOKS: PIXXS3 

Pet en t 
Bag 11 ah 



IS). 



PATBNT ASSIGHTB(S) i 



PAMILY ACC. HUM. COUMTt 



KIND DATE 



APPLICATION HO. DATS 



HQ 30010*0814 

MO aooio«osi4 

Mi AS, AO. 

CH. CU. 

KU. ID, 

LU, LV, 

SO, SC. 

YU, ZA, 

RHi OH, CM, 

os, or, 

BJ, CP, 

us aooaissapa 

BP 12SS752 

Ri AT. BS. 
IS. SI, 
HO 3002003*11 
PRIORITY APPLH. INTO. 



OTHER SOURCK(O) i 



A3 aooiosaa mo aooi-useoia 

A3 30020134 

AL. AM. AT, AU. AZ, BA, SB, BO, BR. BY 

CZ, OS, DK, OH, 02, ES, BS, PI, GB, CD 

XL. IN, IS. JP, KB, BO, BP. KR, KZ. LC 

MA, MD, MC, MX, KN, MM, MX, MZ. NO. tfZ 

SO, SI, SB. SL, TJ, TM, TR. TT, TZ, UA 

ZH. AH, AZ, BT, KB. KZ, MD, RU, TJ, TM 

KB, LS. KM, MZ, 60, SL, SZ, TS, UG, ZM, 

BS, PI, PR, GB. GR. IB. IT. LU. MC. MX 

CO, CX, CM. GA, CM, GM, ML, MR, HZ. SN, 

Al 20031034 US 3001-763364 

A3 aooama bp 2ooi-*i437< 

CH, OB, DK, BS, PR, GB, GR, IT, LI, LU, 
LT, LV, PI, RO. MK, CY, AL, TR 

a aooaiois no aooaoaai 

i US 20C0-1B37JOP 

US 200O-2K432P 
US 2000-243S32P 
MO 2001-US4413 
MAR PAT 13Sil»5491 



2001021$ 

BZ. CA. CH, CH, 

GB, CH. GM, HR, 

LK, LR, LS, LT, 

PL, PT, R0, RU, 

UC, US. UZ. TO, 



AT. 

PT. SB. 1 
TO, TG 
30010215 
20010215 
I, ML. SS, I 

2002O81J 
20000315 
20000706 
20001037 
300JO315 



CH, Of, 




Afi The title coopde. (I) (where! a Rl • H, halo, (cycle) alky I , (hetero) aryl . 
heteroelicyclle, OH, alkoxy. aeyl, (un)aubatituted aai.no or carbamoyl, 
ate; R3 • H. halo, alkyl, trihaloncthyl, OH. alkoxy. CN, Ihetero) aryl . 
(un)aubatltuted amino, aeyl (amino), or eulfemoyl, etc.; R3 ■ H, halo, 
alkyl. trlhalomethyl, oh. alkoxy. (hetero)aryl, (un)aubetltuted acyl, 
(aeyl) amino, aulfenoyl. or elkyleulfcnyl, etc.; R4 - H, halo, alkyl, OH, 
alkoxy, or (un) substituted eeuno; Rl end RC - independently H. alkyl, or 
aeylt R7 • H. elkyl, (hetero) aryl, or aeyl; and tbeir pharmaceutical ly 
acceptable aalta) were prepd. as protein kinaaa modulator* for the 
treatment of cellular disorders euch aa cancer. Por exeeple, 
S-tluoro-1. J-dlhydroindol-3-oae waa condensed with s-foroyl -a, 4 -dimethyl - 
Ui-pyrrole-3-cerboxylic acid ( 2 -diethyl ami noethyl) aaide co give II (55t> . 
II exhibited comparable activity against Plk-1 and PDGPR.bete. and 
inhibited PDGP -dependent receptor phoephorylatlon in cella with an IC50 
value of approx. 0.03 .ou.M. In efficacy expta. againat various cancera 
in mice, II waa well tolareted ac SO eg/kg/day, even when doeed 
continuously for note than 100 daya. 

IT >4244L-aT-(t 142441-«>-lr 13fOO-)4-4V 

iSio<*-4x-ip as«o«»-?i-iP 

RL? BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

atudy. unclaaaified) ; SPN (Synthetic preparation) ; THU (Therapeutic uae) ; 
BIOL (Biclogicel atudy); PREP (Preparation); USES (Uaea) 

(prepn. of pyrrole aobatituted a-lndollnone protein kinase tnhlbltora 
by condensation of dihydroindolonee with foraylpyrsolee for treetnent 
. of cancer and other dleeaaaa) 
RS 143641-a-J-s CAPLUS 

CH IB- Pyrrole- 3 -carboxamide, 5- llS-brooo-1, 2 -dihydro-2 -oxo- JH-indol -3 - 
ylideRe)oethylJ-a,4-dimetbyl-H-(4-pyrldioyliaetbyl)- <9CI> (CA IKDSX 



LU AMSMER i OP S CAPLUS COPYRIGHT 2003 ACS (Continued) 




r 

6 



Uf J42641-O-0 CAPLUS 

CM 1M> Pyrrole -1 -carboxamide, S- ( ( 1 , a-dihydro-6- |2 -methoxy-5- ( X- 

nethyl a t hyl ) phenyl 1 - 2 - oxo- 3 H - i ndol - 3 -y 1 1 dene Inethyl) -3, 4 -dimethyl -N- [3-(l- 
pyrrol Idinyl) ethyl 1- (PCI) (CA INDEX HAMS) 




RM JS40C9-24-4 CAPLUS 

CM IB -Pyrrole- 3 earboxemide, M- (3- (ecetyl anino) ethyl) -S- 1 (t> - (S-chloro- 1, 3- 
dlhydro-a-oxo-3H< 1 ndol -3 -ylldene) methyl) -2, 4 -dimethyl- (>ci) (CA INDEX 
MAMB) 

Double bond geometry aa shown. 



LIS ANSWER 4 OP S CAPLUS COPYRIGHT 2003 ACS (Continued) 




H 



RH 35C0C9-41-5 CAPLUS 

CM 1H- Pyrrole- 3 -carboxamide, 5- [ (Z) - (5-cyano-i.2-dlhydro-2-oxo-3H-indol-3- 
ylldene)nethyll -3. 4 -dimethyl -M- (2- (2-oxo-l-iaidezolldinyl) ethyl) - (SCI ) 
(CA IMDZX MAMB) 

Double bond geometry aa ahown. 




B 



RN 1S40S9-71-1 CAPLUS 

CH 1H- Pyrrole- 3 •carboxamide, S- { (2) - (S-chloro-1. 3-dihydro-3-oxo-3H-indol-3- 
yl idene) methyl ] -3,4 -dimethyl -M- (3 - (4 -methyl - 1 -plperaiinyl ) propyl | - (»CI ) 
(CA INDEX HAMS) 

Double bend geometry as ahown. 



M 1 
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ACCESSION NUMBER i 



RtEJi 
PATEWT ASSIGNEE (8) I 
SOURCE i 

DOCUMENT TYPBi 



FAMILY ACC. HUM. COtflfTt 
PATENT INFORMATION: 



3001t39<CSS CAPUUS 

nstitS4fl 

preparation of pyrrols substituted 2 - indol incnea i 
antitumor egence 

Shenoy, Nermade; Soraaucbart. Werenueb 

Sugen. Inc. USA 

pct inc. Appl.. 349 pp. 

COD EM: P1XXD3 

Pateat 
English 



PATENT HO. 



PCI HD OATS 



MO 3001037130 A3 10010531 

WO 2001O37S3O A3 30011313 

tfi AE. AO, At. AH, AT. AU, AZ, 

CM. CU. CX, OB. OK. OH. OX, 

m. ID. IX. IW. IS, JC KX. 

LU. LV. KA. ND. NS. KK, MB. 



SB. SC. 
YTJ, ZA, CM. AH. AZ, 

Mt GH, 



APPLICATION KO. DATE 
WO 3O0O-US32377 30001133 
IA. BO, BC, BR, 8*. BZ, CA, 

<x, es, pi, co, oo, os, cu, 

CO, KP, ICR, KZ, LC, LS, LR. 
Of, MX. MZ, NO, MZ, PI. PT, 
rz, UA, U0, US, 



51, TJ. TM, TR, 1 
0T, K0, KZ, MS, I 

MZ, 50, SL, SZ, TZ, UO, ZW. AT, BS. 
OB, OX. BS. Ft, PR. GB, OR, IE, IT, IV. MC, MX, PT, 5«. 
BJ, CP. CO, CI, CH. CA. OM. G*. ML, MR, MR, KM. TO, TO 
KP 13)3943 A3 30030131 SP 2000-982338 20001133 

Ri AT, BE, CH, DB, OK. BS. PR, GB, CR. IT, LI, LV, ML, SE. 
IE, SI. LT, LV, PI. RO, MX, Of. AL, TR 
PRIORITY APPLN. INP0. t US 1999-167544P Al 19991134 

WO 300Q-US32277 W 30001122 
OTHER SOURCE (Si : KARPAT 13SH9S49 

01 



CH. 0>i 
CH, HR, 
LS. LT. 
RO, RU. 
UZ. VN, 

cm, or, 

TR, OP. 




LIB ANSWER 3 CP • CAPLUS COPTSIGHT 2003 ACS (Continued) 

alkyl. cycloalkyl, etc.; RI-R10 • H, alkyl, trlhaloalkyl . etc! were 
prepd. and formulated. E.g.. a oulti-aCcp synthesis of I IR1-R7 - Hi RO. 
R10 • Me; R9 - (CH3)2C02H) Which showed 79-Si% inhiBiClon Of tunor growth 
Of Calu-« cell a in aict at 79 and loo cg/kg/day. wn given. The present 
invention feature* fornglaclona of Indolinonaa which coapds. ere 

ion 1 sable 

aa free acid* or free baaea. Tht foreuWtlon la aoi table for parenteral 
or oral administration, wherein Che formulation cooprieea an ioniaable 
substituted Indolinona, and a pheraectuclcally acceptable carrier 
therefor. The tern "lonlteble aubatltuted lndollnone" Incledee pyrrole 
rube titu ted 2-indolinoaee I which, in eddn. to being otberwiee optionally 
substituted oo both the pyrrole and 3- indolinona portion* of the cospd.. 
are neceeeerlly aubatltuted on the pyrrole nolety with one or nor* 
hydrocarbon cbaloa which theaaelvee are eubaticuted with at leaet one 
polar group. 

]43<41-I7-(P 341I41-I9-IP 

RLi BAC (Biological activity or effector, except adveree) j BSU 
(Biological 

atudy. unclassified); SPN (Synthetic preparation)] THU (Therapeutic uee) i 
BIOL (Biological atudy) i PREP (Preparation)] USES (Ueesl 

(prepa. of pyrrole eubetituted 2- indolinonaa aa antitumor agenta) 
343141-17* CAPLUS 

1H- Pyrrol* -3 -earboxaaiile. »• I (S-bromo-l. 3-dibydro-2-oxo-3M-lodol-3- 
ylld*ne)«ethyl)-3,4-dioethyl-H- (4 -pyridinylmethyl) - (9CI) (CA XNOBX 



IT 



RN 



He o=o 



r 



KM 342841-65-0 CAPLUS 

CH iH-pyrrole-3-carboxamide, 5- ( (l,3-dlhydro-<-(2-oethaxy-5- (!• 

methyl ethyl) phenyl) -2-oxo-3H-indol -3 -ylldene) methyl] -2, 4 -dimethyl -N- (2- (i- 
pyrrolidinylt ethyl] - OCX) (CA INDEX NAME) 



AB The title coepd*. (I; Rl - H. elkyl. alkenyl. etc.; R3 - H, halo, alkyl, 
etc. i R3-RS - H, alkyl, trihaloalkyl, etc.; RJ and R4. R4 and RS. RS and 
RC ray combine Co faro a eix ocmbered aryl ring, OCH20. OCH3CH20; R7 - H, 



Lto ANSWER 7 OP 8 CAPLUS COPYRIGHT 2003 ACS (Continued) 
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LIS ANSWER B OP I 
ACCESSION NUMBER: 
DOCUMENT NUMBER. 
TITLE < 

(S), 



CORPORATE SOURCE i 



PUBLISHER. 



CAPLUS COPYRIGHT 2001 ACS 

2ooo>e«oai« caplus 

134i141334 

Biotransformation of the and •angiogenic compound 
SVS41S 

Antonian, Lids; Zhang, Hongbing; Yang. Cheng; Wagner. 

Gregi Shewver, Laura K. j Shet, Hanjunath; Ogllvie. 

Brian; Ha dan, Ajev; Parkinaon, Andrew 

SUC EM, Inc.. South San Francisco, CA, 94010. USA 

Drug Metaboliea and Oiepoaitlon (2000), 20(12). 

1S05-1S12 

CDOENt DMDSAI, ISSNt 0090-93SS 

American Society for Pharmacology and Experimental 
Therapeutic! 
Journal 
English 



DOCUMENT TYPE j 
LANGUAGE i 
AB SU5416 

(3-<3,S-diaethyl-lH-pyrrol-2-ylmethylene)-l,3-dihydro-indol-3>one] , 

an inhibitor of VBGF (veaculer endothelial growth factor) receptor 
tyroalne kinase, Flk-l/KDR (fetal liver kinaae 1/klnaae lnaert 
domain-con tg. receptor) , etlao known aa VEOP receptor 2 (VEOPR3) ia in 
advanced clin. trial* for treatment of AIDS -related Kaposi 'a aercona and 
colorectal and nonetisll cell lung cancer*. Since this chem. claaa haa 

not 

been atudied previously with therapeutic intent, the present atudy wee 
deaigned Co investigate the in vitro aeteb. of 5U5416 by mouae. rat, dog, 
monkey, and human liver nlcroaomes and to identify the major metabolites 
of SU541C. An HPLC procedure wae developed end validated to resolve and 
c^antify SUS4K and ita metabolite*. To evaluate the in vitro me tab. of 
SU54 16 , pooled liver microaomea from nice, rata, dogs, monkeya, and 



9. 



were incubated with 5US414 (35 .mu.M) in the preeene* of an 
HADPH -generating ay* ten. 10 the preaence of mad ph. mouae, rat, dog, 
monkey, and human liver microsome* converted BU341S to at leaet 13, 9, 
7, and C polar metabolite*. r*sp. Microsomal netab. of SU541S ehowed 
marked species difference* in the levela of different metabolite* formed. 
The overall rate of SU541C netab. by liver microaomea from Che apeciea 
examd. followed Che rank order i monkey .gtoreq. mouae .apprxeq. rat > dog 
> human. Two major met atoll tea of 6U54H were identified, a 
bydroxyme thy 1 

derlv. of SUS41S (Ml 3) and a carboxyllc acid deriv. of SUS414 (MC), by 
apectroscopic methoda and eompariaon with authentic coapd*. Both of 

these 

oxidative meCaboliCea were further metabolized in vivo through 
glucgxonidation. The metabolic fate of 6US41S in microaonea from varioua 
apeclee at well aa data from in vivo biotransformation in the rat ere 
discussed. 
IT 334047.04^9 

RL: BSU (Biological atudy, unclaeaif led) ; MPM (Metabolic formation); BIOL 
(Biological atudy) ; FORM (Formation, nonp reparative) 
{biotransformation of and -angiogenic coapd. SUS41C) 
RN 324047-04-3 CAPLUS 

CM .beta. -O-Olucopyrenosiduronic acid, [S - ( (1 , 2-dihydro-a-oxo-lH-indol - 3 • 
yltden*)«*thyl| -4 -aethyl-lM. pyrrol -3 -yl) methyl fact) (CA IKDEX NAME) 

Absolute atereochemiatry. 
Double bond geometry unknown. 
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